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Abstract of JP 4327587 (A) 

PURPOSE:To obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION :A compound of formula I (Y is 
lower alkyl; R1 1 to R3' are OH-protecting group; X is 
electron-attracting eliminable group) is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1 -2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as R1' to R3'), e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 



H 



Y \ 



OR* PR 



Data supplied from the espacenet database — Worldwide 



http://v3.espacenet.com/publicationDetails^iblio?CC=JP&NR=4327587A&KC=A&FT=... 7/13/2010 



(i9)B*iiftfw (jp) 02) & 4$ |f & $g (a) (ii)mniw£M* 

#|§¥4 -327587 

(43)&§8B ¥(£ 4 ^(1992)11 £17 B 



(so into. 5 mm* frft&mm fi ttffi«^s3f 

CO 7D 471/04 1 0 7 E 8829 -4C 

A6 1K 31/52 ADY 7252-4C 
C 0 7 C 43/172 8619 -4H 

309/66 9160 - 4H 

309/71 9160-4H 

*SSfcR *M* §t#J®©&12(£ 12 H) &&HIC*&< 



(21)fflIS#*t 


#S¥3- 122820 


(71) {USA 


000222761 










(22)fflSB 


¥f£ 3 ¥(1991)4^268 




»|S3mH^SPAt:BrH^632#ift© 1 






(72) fgBJ!* 


15 








«MI»BW»B1W*±1IB59- 1 






(72)3g9i# 










t&m&mijmmmi&zsmo- 10 






(72)3g93# 










i»ra»Ba*iPAt:BrH}i854- 1 






(72) %m 


®HC gig 








ftHKEB£ll£ElliariEllJ310 








#a± on*) 



(54) 6' -C-7^^-3-r7if*7 r 7y-»ASI«ft > ^OttSttfcitftOffla 



7/v>AK«ft (I) tt«ftfcft£-f Jl'XflUflta* 



(57) [gift] flfcEtf) 

[«b£] -m. (i) 

Wfc2 5] 



NHR« 




(I) 



Sfctt75 7«aS£^T) -e*^^n-56'-C-7 

;i/+;u-3-x7-*f*7 r 7y-»AS§gifl:Rt;-?-©jg. 
mm *%w©6' -c-7;^*;^-3-5 ; 7if^7 , 



-771- 



(2) 

1 



WRa 




10 



CR Z OR, 



(i > 

[19*52] (VII) 
lit 2] 




20 



(VII) 

Mb 3] 

NHR4 30 
H 



(VIII ) 

R^tt^M^SfcttTS/^S^S-r) T 

J&3£££*H?l[t-f35S (I) 40 
lit 4] 



|vHR< 




GR 2 ORi 
(i ) 

so 



®lfl¥4-3 27 5 8 7 

2 

*fctt7 5/KS&£*"r) 7?«$tX5 6'-C-7^ 

mxmz] a (viD TS$nsv'5'D^>x>^ 

®###©S; (VI) 
[ft 5] 




(VI) 

(5<W> Yti®fii7^JPS£, Ri\ Ra'^tfRs' 

z>it£®z*i£&mfttp-csm*.tcm&tz z. ± 
o # s n& t> cot* sin^m 2 Jiia&ro 6 ■ - c - 7 

[K*«4] a (vi) -egsnsft^w^coiS 

(V) 

[ft 6] 

0R3 
ORJ OR,' 

(V) 

(i£*. Yttfi»7;P*;PS*, Ri'. R 2 , *3<fc^R3' 
*fc£«S*Sttllt#+. Pd. Ni. Hgffl'M<t 

js» 6 a a » i 0 aw a n&«Bit o#«et 7 u a # 

*CtfcJ:0#6nfc'b©-C*.5ll*«»3JHlE«(Z) 
6 ' - C -7)U^)V- 3 -x71f / ->>ASPS& 
8tett*©3tt©Hifiii;. 

V) 
[ft 7] 

OR:' 

0R 2 ' ORT 



( IV) 



-772- 



3 

T 7 -> JUfcT 5££K:<fc9ft6nifct>©T;&£ R 
4«K2«©6' -C-7JP*^-3-r71f^^7y-> 

m*mv a (iv) -r^$n^ft^^«s (i 
i) 

[ft8] 




(in 

(5S<p, Ri'S-fctfRt'^jMSftHSew-T) 
tt5v?n^>x/>s§g#(;:&©5S (in) 

[ft 9] 

0R 3 ' 

zVh-y 



(III) 

U Ztt7;i'**7^:t>6ft£fcatt**tf>*-rt 

3 -a-* c t ic £ o ft 6 nfc t> ©t& a M#«?f§ 5 mwM 

©6' -C-7^**-3-5 J 7-!f*^/-»A«» 
[fil*^7j -#5S (I) 

[fti o] 




CRz OR. 



(i ) 

(St 3 . Ytttt»7;^^«**U Ri. RiiSitfR 

sttt75y««3s*w-r) -p*t»sn*6'-c-7 
[»*«8i nes (vii) 

[ftl i] 



(3) ftRflM - 3 2 7 5 8 7 



4 




(VI! ) 

(JM>. YttftR7*****, Rx\ Rr'SitfRs' 

J0 UMHI9] SC (VI) 
[ft 12] 




(VI) 

(SC*. Ylifii»7;i'*;i'S*, Ri\ Rz'&kZfRi' 
tt*K£ftft£&*U W«7W«£*-f) T*$n 

[ftl 3] 




(VII ) 

30 mxmi o] * (vi) raaftsftfc****©* 

(V) 

(ftl 4] 



ORd 




(V) 

40 (SC«f. Yttfi»7J^^SS. Ri". Rj'fcitfRs' 
*fc£***«tt«#+. Pd. Ni. Hg<D'PK<t 

h i «fctt*n6©^a< 1 1> i «t«*r*ft^« 
*6&s»j:»3»Ratn&»aofiF«rF7u;HEtts-e' 
* c t t* o ft e>n& t>©-ess^*sm 9 ®isfj©-> 

[M**ii] a (v) T*«*i«fc**««*©a a 

V) 

[ftl 5] 



-773- 



(4) 

5 

ORj 
ORl OR.' 

(IV) 

immi 2] a (iv) Tr*an*ft^*jo«jfc©sc 
(id 

Htl6] 




n4^n^>fyyiH»ic*«)a on) 
Mbi 7] 

9R3 
ZVH-Y 



din 

ft® ^ n * >x >H«#©«ffi£. 
[0 0 0 1] 

[00 0 2] 

HJE*©tt*l ^^5yy>Att, ftt*-e»*, 7> 
: ^— X (Ampul Uriel la sp.) Al 
1 0 7 9 ©S4-T5. &©5$ (IX) , 
[ft 18] 



&BPF4-3 2 7 5 8 7 

6 



NHx 




OH OH 



(IX) 

ffl£#T*fit£ftgT?i&5;&* (ttHQ 5 4- 1 5 4 7 

92^) . ia^ c©"boiaica>>'f;i'XfpfflSt»# 
•f-5iit*iS.aisn ( ANTIMICROBIAL agents and chem 

OTHERAPY, Iulyl985, P.84-89), Wj^hTMh. LT© 

[0 0 0 3] £©5t (X) 
Wbl9] 

NHz 




(X) 

T*$n-5 3 -?7if^X77 ^Afcia'iK.H'Xffrte 
S^r-TSftl^tl/TfiienT^S (J. Med. Chem. Vo 
1.32, 1442-1446(1989)) „ 
[0 0 04] 

T. J;DjEii[^<'Jl/X^ffl^ilS<b^ ! b«^tt©fiWb 

^©ffi^atnxn-s. 

[0 0 0 5] 

[as§®Sfr5fc*©-T-a] *58w*&tt, tmmm 

Sfffcoftte*. TtBiS (I) Tg2ft3 6'-C-7Jl/ 

3 -fTtt-fy; ->>A^#&ia*M;i/Xtf: 
[0 0 0 6] t&toS*S8?8©|g-©|=|«tt, *©^ 

(I) 

Mb2 0] 



-774- 



(5) 



-327587 




8 



CRz ORi 
(i ) 

(St*> YttB»7fr*M&**iL, Ri. R 2 *<tlXR 10 

*fc«73yffiSSS^1-) •CSt>3la-5 6' -C-7 
3 -T71f*:/7/->>A3iig#*fctt-€-©J& 
£tlft-f 5t>©Tfc5. #85U©te©gWte> 
6 ' - C - 7)1>*)V- 3 -?7*f*-fv y ->> A©S3jg 

6 ' - C -7)\,*)l- 3 -x7tf 7 y>AZG%> 

t b t i^t -r s •? -r ;u ^ a * m & f * % © t & 

5. 

[0 0 0 7] *89J©6'-C-7;M^-3-T71f 20 
*7y/i/>A (I) C*»t-6fi»7**^35tUT 
tt. R*ftl~48flEOitt«S&tt»««©7;Mr^a 
#gtf£tt. ^l*. X9MUS. n-7"D 

)_( + ACH-Y 

OR?' OR.' 

(in) 

cm 



S. t e r t -•79)V&%<»mi7)V*)V&, 
[0 0 0 8] *M06'-C-7MJl'-3-771i ! 

*7y/i<yA (i) a, «Atf*©«rn«>©*ftK:± 

[0 0 0 9] H £ 1 : TEORfcSCfcfEK SC (I 

i) •v&$nz>'9ti*>7-s>mm#t> st an) t 

^$nSfc-&«jS^»tt«ft*-CK*S#T. St (IV) 

^Lxst (v) T^sns^tifrs. coft^* 

(V) £7'J;M£ft£0£:i;:#LTSt (VI) 

£&lts; (vii) n%2nzfcG®tL, ^ntcst (V 

111) ?m-£ft2>3 -r7*f7y : ->Wim#&K&-<iL 

3-T7f^^yy>A (I) £#5. 
[0 0 10] 
[ft 2 1] 

ORa 

Y 

HO 

ORi OR.' 

(IV) 




7 ■/ I\>1L 




7 'J /Us ft 




OR' 2 OR' 



(VI) 




OR^CR,' 



(VII ) 



to 

H 

(VIII ) 



NHR4 




-775- 



(6) 



4-327587 



9 



10 



(St 3 . Y, Ri. R 2 . Ra*«ti;R < ttHiJfBLfcig*S 
*U Ri'. R J 'i5J:tfR3'(4*®g&a&£. Xf4fl 

T»gittKii»s. wtt7->*as*. z\*7)v*)\>7- 

[0 0 11] .k|B^ffitfe^T*K»«aSR. , ~R3' 
Ri~R s |C*Jt-6*8S«aS*3J:tfRilc*^ 
7 5/fi«Sitt*fcR£;&ft$t>©T!H:&<. asr. 

i) ©i*«tr;2&©*Kss^ic«apiffi*'fV7 r 

'j ;k *m vfu kjm ?>vv u £ © -> u 
a*. ^>sw, ^ h+->^^S&if©x-7-;i'*« 
sss**W6fts. *&, «f$u>75yfi«as£LT 

^if©7v^«SS. ^>^**->*;^xJK t- 

[0012] uuumT*«ft#ife (in it. 



(R') 3 SnH 



Y-CHO 



h7^Fn> • Sf53 1#. mi 5 0 9~1 5 

1 2M (Tetrahedron Lett., Vol 31, 1509-1512(199 

o)) mztmv>i5mz^KTnz>^tft-?zz. 

[0 0 13] SEfc. tieUaKft-VftSftft* (III) 
©*>>>3'-*g 1 *> (Z) 7JW*^7X^>&^ 

OAft>i'llf 6ft. mmz\th i . A 1 . Zn, 
Mg, TI». Wfc#SKttL ii0W6ft-5. H 
©**>*-*^:r>tt. 7^+JVS, Any 

>^©B^SS^UT^Tt>S^. 
[0 0 14] Z.<DVc£® (III) 14. W^«TSCIC«e 
K 7)V*)V7,Xit'&lfa (XIII) \Z7)W\lY (XIV) 
«fPJ8S*. #6ftfcft^« (XV) ©*gg*£#g«R 
i'fcT««UTfl:£* (XVI) ^n!Cn-^ 

y * h%<D7)i*)v&mto£imm sits c t 

fciDHMSft*. *H«£S£R3'i:LTtt. * r- 

»*W6ftS. 
Ufc2 2] 

OH 

(R'^SnCH-Y 



(XIII ) 



(XIV) 



(XV) 



or; 

(R) 3 Sn CH-Y 



(XVI) 

ai/fcS**#T5) 

[0 0 15] fl:£* (II) t (III) ©SJfcli, *fi§& 

flMfjWisaft*. c©s*£;tt. a#. ft^* ai) 40 
«c*ri/ft^* (no *afifii±fieffli-ft«i<. »a 

L<S4. l~2SI©ft^ (III) £ffllr>ft««fcV>. 
Ei6fi*tt#KBb6*ftftV»«». 9fttt£UlT?fftt 

rr&fcfts. £fcK£(4. a«ieraa^b-*ftc 
[0016] *k. f§6ftAcft€r«i (iv) a. asicft 

7X)Hfc3ft3. 7XII-S (W) ttTtt. 50 



m\z ± 0 7 ->;wt;$ftfc*i!S©7 u ;i4E&*«iiifc*> 
©•e*fttf#icfs^tt$n-r. w*.tf. 7-fe?;ws, ^ 
x/-opg. *;i/3^s«!S«*»f6ft**«. -©5 £7 
■k*jWbW»icff*u>. £©7XiHbKi6:tt. *iStt 

HA«fh7k HP77> (THF) . ylf 
^X-x^OX-x^SiSfi. &fc*xWX ?PP 
ftJI'ASa&SffiJgtt. ^XtfX h;n>fc£©»s 
^<k*^^!K*fc(4N,N-v^5 1 ^*;UA73 K 
(DMF) . -X*X^>UI'**1H' h* (DMSO) , 7 
-fehxHJ^W^P h>tt^(ifT. 4— X*x^ 
75/tf'J-XX fcfUvX MJXx.>U7SX N,N 
-:/*x;P7^U>^©i£g©#{tT. aSl4JU»S^fl= 
TT. S(«ffflA>6Sc0. P#tCltS(+BfT/it)ftS. H 
©EJ6fc*V»TI4. itS® (IV) lcWt*^*>Kt>t 
<tt*©R3l*fta*aJHSffli'»fttfJ:<. »*L<14 

4~i osiffl^nain. sfc. «ai4as8~2 



-776- 



(7) 

11 

[0 0 17] ±<D7-»HtKfe\z£r>®t>ntzitG®i 
(V) tt. 7UJI«ttRJt;fctt3n. (V) ©4& 

7 : y)V-t^m (WO) tflttfcfittLfcfcfc* (VI) 

>tr>. h^x>*if©af»i)ujtfls****««t». p 

d. NI. HgC>ft< tfc ia£fcli-£n<=.©4>&< 

t *> i «££*-r*ft:-s4&£fci!j«t UTfrfcfcn*. 

[0 0 18] Pd, Ni. Hgffl4>ft<t ifl 

t> i a*Jttt-€-nseD^tt< t*> i as^«rr*fl:^«i 

0. 0 1~0. 5SM) OttttftffiK jf3-lXtt33g 

o.i~isd e>^yy*j>*m\,*z>t 

<k<. iDl^*#T («*.«. 6 0-1 0 0'Cgg) "C, 

[0 0 19] ;r©,fc:5fcLT»&nfcfc£tt (VI) 11. a? 
3*Cfc*©ltt7>';V**->ai*« : 3 1 «3lttRIBai (X) 

ic^^en. (vii) tan*. «?*9ittM 

StbTB. p-MI/X>7Jl^x;M-3p->2. 

n. Jftu^tl/ctt. p-h*x>x**x;«- 
^^>x;P3h-;u^->a. h>J7)^D^^ 

[0020] (VII) ©5^. x*u^*-;i/* 
+ xiT*4^lllt te^fe (VI) ©l<a©7v;i'S 30 
(W) SIK7->;WKLTJC (VD 
Mfc2 3] 




(vr ) 

■esansjb^fttu :3^-(?;rni;:p-h^x>;up 

7MD^^>xWrj^D7-f F^©;ui/*-;i^ 
n5>f FSflUBSttnttftK 
[0 0 2 1] &7->JHfcK£«. *Sfctt* 
x^y-;Hf©7JW3-;i,^^it J , 2~5=§flgg 
©, H*^S*'J^A. &3t*5fi:f- h 'J *mt:f 

(VI) &iimo~4ot:@K©sgT3 0^ — ttffi 

s-rntfA^. 

[0022] (vr) t^;^-;^D7 

h*t©RJ&tt. THF. yiflH-f^fffll-f 50 



#H¥4 - 3 2 7 5 8 7 

«. h;Px>ft£©£Sftftfltt**8«Ei 

fcttDMF. DM SO. 7ir KXKU;^©#7'D h> 
h^lWSX 4-v^?;P75y fcf'J 

->•>. tru -7>g?©jgs©#sT. aso~4o"cgg 

©ilgT 1-3 BggfffcAtf&t^. 
[0 0 2 3] X^ADy>H^Tfe*ft;^tl (VI 

i) fa. fb^ti (vr) ©*Kg££»©m en*^ 
ntf&<. *fcttft^» (vi) icAay>ft7;i/*'j^ 

m (WAfi, N a I . Li I . K I ) ^£ftUfl3-ttTt> 
fcK tt±o#irLT»6nfcfl:^ft (VII) 14, 
IC3-x71f7x->^* (VIII) iE*3tf*;:fc 
K<fc9. *58?)]©Bi$ft;£«3 (I) Sfsam 

[0 0 2 4] ^©SfStt, «*.«. DM 

F. DMSO. N,N-y^fJl/7t^5H (DM 
A) . 7th-h'JJk THF^©#7"D 
"P. mmtit^m (VII) IC^L2~5Sft©lg»t 1 
~2SS©^7'7>X-5 1 ;P©#fiT. ®#2~5lg 
g&©3-x7-tf7x->tSS®# (VIII) fe^SSfctt 

t>n*. JiroEJSfcSltittStLTtt. fl&ffijc* 

<W-mj*a. «**'J*a«w, 259>x~r/i>t 
6^A<^n^nfflt^ns. 

[0 0 2 5] ft*. 3-x7+f7x^>^@* (VIII) 
tt. 5tBt (Chem. Pharm. Bull. 12,866 (1964)) Eg© 

^©6e7 = /S(iffig$nT^Tt)fiV^. ±HB5£ 
*frft3fc»fcttt8t[*nTt»ftHS5*W*LK 
[0 0 2 6] «±©$D< LTM(*nfc*«Wfl:^*fc 

6. £©&&SK£li. #tfefc«K *. 

>-e>*©»#«fiHb***«lt, THFIf©I-ff 
^g!S^*T. ffi®. 6S»ftf©S£K. h'J7;P*D* 
K^©W^K. HBr/SS, HBr/hU7MDS 

&m<DttM-%nmmGto> bb n, BChm7 

[0 0 2 71 73 ft 2:$»6'-C-7WJl'- 
3-x7-*f*77y->>A (I) », WA«*©Slca; 
lr>. 3--r71f^75y ->>A C) ©6ft75yS* 
«t 2 ' * «t 3 ' &©*§?g££g LT 7 5 J ffiS^ 

(XI) ttm cn*«ftUT6 J -*^5A* (XI 

i) tt. 3K*^s;H*:t7;p*;WfcaT7;i'*JWb 



-777- 



(8) 

13 

etc* owasn*. 

NH2 




or; ori 



(Xll ) 

(5$*, Ri'^tfRi'tt/kKSaftHSe. Rati* 

tO 0 2 8] iB^ifcfC&ttS, 3-T7*f*7y/i' 
>A (X) ©7 3/g:fc£tf*il£©&gi^lci8£;* 

£. 7*n-<**fc£©7->;i'fiWS. ^>w+-> 
t -^h+i/^tfxjvs&f©^^ 

7W>Jx>#, 'O-^'JfX xl-^^l^Sfc 

£*©&s*> -e©«st -7?;i/v ! /g L ;p->'j;k x-rv 
*>^^g&£©x-7-;i^ftgg#W£*i-5. 

[0 0 2 9] 7S/&3# (XI) ©Kfctt. ^fiSttiglS? 40 

ft©Mn0 2 . B aMnO<^©iMfc#j£fflK 
L«**fr"l i "T?ttftK*jWfftton*. 
[0 0 3 0] ±B©»flsEi{rc#&ftfc6' -tf^sju 
# (XII) fit, KCT^WflsSn, i&SKl.fcUT*© 
6'tt©*|ISSflMfl;U *fctt*n6©«*»*tt 
«St5CtC«k»). *^^©6'-C-7^JP-3 
-f : 71f*75'y->>A (1) £f§SC:£a<T£*. 7 50 



*5BB 3 F4 - 3 2 7 5 8 7 

Mt2 4] 
NHR< 




)v*MtKmt> *?]/>9ny4 p«©&s*»me. 

TH F*©X-T»**«*fcJi^*tf>*©«fc#* 
JSfcl**. 6'-*;V3JW*: (XII) [Cj<5 1 Jl'V^v"5 
A7nv-f H. X5 L ;^^->^A7'DT'f H*©^U 

JMf/HJ HJ^mVSx^A, b<)x?)l> 

^v^JH^X'^A. ^jfDD^Wfjr-^ 
©**?^>tMU f/^ArSft 5?X?;H6«Mf©* 
«M»tt**©7***fldB*ffffla-H:a H tlC J: Off 

[0 0 3 1] 6'-*;i/5;U#: (XII) ffl7JP*;Wfcfc«fc 
V>Tffl^5#}£fi:<kt>T7-fe5 1 ^S. "^/-fA*^© 

7->;ws-pfr*oTt)J:n. *fc, 7;w*;MbK±t»ft 
Sftfcfc£*:feS©75 /«^4sJ:tf*«S©l*£ 
fit. 3ft. *. ««Mb*T?ffl^4^c±-DTffft5c: 

[0 0 3 2] &±<D£?\ZbT'&t>nt£S' -C-7)V 

3-x7-tf^^7/->>A (I) 
OffiTICfii, &&©#», »«*R€Wfflrsct««T 
**. WAfcf. KfcKfflH&RIIESftSU *©SS 

«#JWc«»s-&fc«. ^Do*;uA-^^y-;^^ 

[0 0 3 3] Mfc&SKj&i;, 6' -C-7A+A-3 

-x7if^75y->>A (i) £&»©#j£-c*©EiB 



15 

&<DMtLT\t, **. mm, u>ftfcg©ft«ft© 

;i^8. $0Hi>8. 3A?8, UVrfft. 
ft. 7X/t5#>K, **>XJW*>ftfc£©ft««© 
ftftaWWSli*. 
[0 0 3 4] *S5^©6' -C -7^*^-3 -x7if 
A (I) lC(i^<O^©^K^*tfe0> 

5. ft*. #8sl©fc£ft 0') tctt, 6ttfcftbT2 

JI^T L C iCfc^TR f tfftt>AttttCftft-TS*ftftfc 
Sfttt, <fcOtt^;WX?£ttatgttT^S©T#£L 

v». £&. fts-&«) (vii) c*v>T, i&©xgttil& 

oEBT*S^t*i»*b^. 2firffiaS©Rl'*?7 

[0 0 3 5] *K93ft;3« (I) *fctt*©ft*tt$-f 
;>Xfti:UTftt»*fctt, (I) tfctt 

[0 0 3 6] ft4*ftibTtt, So, #fta (flIAtf 
ftftfl. ft* ft. ST. BI&ft^©ffi»f§:#. SdrtS 
4Sfctt£Eft) ©tt4#8Sftft1-.5;:i*«T*» ± 
B«ftfct>Cft5«##ftKfti;TfTfc5£&*«T* 
*. ft&tf, ftiliLTtt ftft, Aft. ftft, 

ft. *y-fe^a. astft. £#. jMnw«tftifen« 
*oHjfiofcj6fctt. unsftftfcftcfcftaa 
«ah:. ftft, MttM. *7-fc;HHfc£©ftpft 

«. an, a», t>--> k tutftfrif*** 

■fe^n-x. p->X*-5S ft«ftftfc£*©ftjgft. 
»©. T+XhUX 75fcT7:xA, tHo 

/^•fe^D-x^-h'J^A. fcFP+v^PbMHrfl- 
p-x, ftft-fc;m-x. x?;Ht;Wp-x, tf'jtfx 
;Hf □ 'J h >, v if d £©»ftft. ftft, t H 
D+vT'Ptf^x^-^. *;v#*x/^-fe;pp- 
x. #;p#*v;*?;p-fe;vp-x:rHJ£A. tFa* 

->^DhTJH:^D-xaf©ftftft, 7*U;iftftW-h 
U^A, *IU*/?>. ->3ftagJ»ftXXr;k ft'JV 
;i/^-h8 0*£©ftBHSttft, P"7. *ftft 

ftiftfttt. ^aftftftftxxx*, Xx7'J>ftvy* 
->-}A, Xx7'J>ft*;Wv«?A&f©»jR«I. SSlift 
ftftft. 8**1. ft&ft. W»ft£*«Brsci:39«T 

[0 0 3 7] Sfc. *%^ft^$J (I) SfclJ-e©ffi 
tt. Sftft, XV;l^3>ft. yD-^l x'j±->;u 

ft 



(9) ftBl¥4-3 2 7 5 8 7 

fttLTfcttfflTSIliftTfrS. #ignfttt#ftft<»: 

ft. ftttftttfttt. ^atru>yjp-;k #yxyi/ 

ftC. Sftft. Rftft. ftftHftJOATWH. *fc. 

^o#«aftttftfttt©jHW»6. A-f 7*&£i=ftttft 
ftttftiiu ttfflftftK:«Bai-eHHftr*itt>T* 

S. *6K*fttfti;, ftftftftfcft. ftftft. Bft 
ft. ftftft«J5tif*ftATt)±H. 

itf [0 0 3 8] *ftftfl;£ft (i) ifctt-t©«©a^ft 
tt. *&5ft©ftft. ft*. Stt^KioT 

ftfcSfl*. -SCtt. *A-AS0fl:ftft (I) tUT 
1 H5mg-1 ggg. $f£b<tt2 5-5 0 Omgg 

fttu i ~ 3 mzmxnk^m\i^\ 

[0 0 3 9] S±©$D<LT#e>nfc6*-C- 
7)V*r)V- 3-T7*f*7?J~s>A (I) ICPV>T. 
■€-©«ftffffl*ttWbfcft«**f. 

[0 0 4 0] (1) ft^frxm 

20 h-7>F'^ : E-fe7t:-Y, ^24#. ft3^, ^3 5 3 
~3 6 1M ( Antimicrobial Agents andChemothera 
py, Vol. 24, No. 3, P. 353-361(1983)) ©&&&£- 
gP^HLT^TWSDfTofc. BP^Veroifflte(F 
LOWttS, *B*ftft*hftft. S4^ESft4ef9£mic 
T»4ftlB) 3 x 1 0 s ftte/m 1 *ftftS*fc<-y 
Jl/fflg/hlJftftift ( 1 0 JK^ftAEjIitft^) i 200 
X !S9 8?tftft^l/-|»«f«T»ftU ^ftm««SL, 
fcft. ^Sftffi^©0^#. ftlWt^**ftO-f-^ 
©ft/jN&ftftft (3 %^S&ilJtaf»^W) }S9 0 ff 1 

J» T©»ftft»ftTlC*tt*5 OXftftftftftftft 
(Tissue culture infec-tions dosis 50% ; TC 
IDio) *tt)£UT*#, &%.2tltzTC I Dbo©1 0 

^U-MrftSLT, 3^IC3 6^K. 3 7*0, 5%C 
O a TT-)ggL. SftftTTftftfttt^ft (CPE) * 
ft^b. ft/hf-<AXft«H*«ft©WftfefTt)&. 
[0 0 4 1] (2) M&n&OWZ 
5 x 1 0<MM/m 1 ©Ve r o«^??ii$ii-fc-r- 

>/)io>m>m%® (i ox*»«ftftftft) fti o o 

40 /t 1 tftftft^fttft. ftftftftlOOtf 1K1BAT9 
8¥ft^U-hffT7 2^ftftU. v>-^-^^- 
•f kJUVIift'iyy H, ^6 5#, ®5 5-6 3M 
( J. Immunol. Methods, 65, 55-63(1983)) ICiEftS 
tlfc M T T ftftfeC i 0 ftftfll^ft© ftftfttt Sft)£ L 

fc. ffl^^tttt, ffl^Ji®^ 5 o seftft-r-sftft ( I D 
5 o) ttTSLfc. cne.©e^&fti^ic*-r. 

[0 042] 

1 ft 



i 



(10) ®li¥4-3 2 7 5 8 7 

17 18 

mm (M I C) CUE (MTC) (MTC/M1C) 
Ug/ml) (/ig/ml) 



x7if^^^y v>A 1.0 12.4 12.4 

*»A 0.2 4 0.5 5 2.3 

*7y/is>A 0.2 4 0.2 6 1.1 



[0 0 4 3] 

7/y>A (I) ^ffinfctt^-f^Xf^ffl^^U b* 
fc, *0«lft*ttttSftTfi<. 

&WZ\Z2 0 0mg/kgJgPlS!4LTt>5EC:W^ 
V fc ^ £ W 6 frft ct o fc£ * tt % A H t> © T $> 0 trt £ 

[0 04 4] 

[SIM] *fc«l«lt*tf, *«W«JEfc#L<Mfl 

7^>a#5AK:ft, *)V9 Ar t. 9 3 8 5x»J*y 
[0 04 5] W 1 

[1- Whtv^W+'» X^JW hU^U? 

: ^V^ntf;i/7^ >3 2m I (2 3 0mm 
o 1) Si*fh7bHD77> (THF) 4 0 0m 1 

6M ^JWU^^A-^*U->*K1 2 5ml (2 0 
Ommol) SjTFbfc. 5»«hy^*f>/W F 
7-fH52.8ml (2 0 Ommo 1) tWfiKTJBT 

Ufc. i 5m K***-7 6t:fc*-e»3aiu z. 

tl\Z7± h7;Vrt H 1 1 . 2m 1 (2 0 Ommol) 
S»*THF 5 0m 1 lCT#Rbfc»SJ[S:iSTLfc. 3 
Om E^fctt»«fc7>*x£A*l 0 0ml * 

^>«S*5 0 0mll:tas»L (2 0) , fiKS 
:fhU *AfcTft**«, Ips$:IU S 

ETS^bfc, #6n&38»&«*ttft^?-U'> 5 0 
m\<D®mtL, N,N-^^?^7-U> 10 0ml 

(7 9 Ommol) £JnA, Ot:iCTJt# 
b> JEiC^DD^^X-x^ 2 2.8ml (3 0 0m 
mo 1) ZffiTLtzo EJHKS3filcfc£U 
b£&> ^tl^2 1 a>^*U->Cft«f, 
N-HCl (5 0 Om 1 X 2) , * (5 0 Om 1 X 
1) . fift£»***HJ9A* (5 0 0ml x 2) \Z 



j]7& (yU^^ 5 0 0 g, A^>-/\^>: 
R»X5^ 2 5:1 \ZT®m l£T«KU Ktft^5/ 
n y 7ttttH t LT«Bfc£*Sf»&. 4XS 2 7.8 
g (JR* 3 8%) 
[0046]*ttM 1 

(2S.3S.4S) -2,3- WV^nfeTUT^* 
-4- [1- x?;w 
- 4 - 1 HD+y- 5 -v^n^>x>0^ : ##$J 

29 l-csissnfc [l- WF+'>^wtv) x^ 

;W hU^;l/^> 2 1.7g (6 Ommol) 
THF 2 4 0ml*JtJ;t> 7 8 "CK** 

i37.4ml (6 0mmol) «TIL 20# 
ft, ^(DKfomz, fh7^KD>.^-X, SI3 1 
«. Jgl509~1512H (Tetrahedron Lett., Vol 
31,1509-1512(1990)) t«oTB«Lfc (2S.3S) 
-2,3- W V^Dtf 'Jf>yt+y) -5-vy*D 
^>r>-4-^*> 7.37g (48mmol) $60 
50 ml(0**THFfc«^l/&***, -7 8tn?i&Tb 
fc. 2. 5BmHfifcTSfcatt&fc. EMI^nn 
tfJPA 2 1 jMOOml fc»ttb&. *DD 

*;PAl£7y hv> I p sjgjSS (Whatman tt» ; M 

4 0 0 g, A+^> : 7* h>=2 5 : 1) iCTHSJ 
U 10.6g (90%) COaW&S/Dy^ttttKiL 

MASS : FAB (Pos.) m/e ; 2 4 5 (MH f ) 

40 [0047] m ss m 2 

(2S.3S.4S) -2,3- wy^ntuf>y* 
-4- [l- 0* b^v^^M-^v) x^;w 

-4-7* h*v- 5 - v^P^>x>C0^ : ±E* 
««1T?#& (2S.3S.4S) -2,3- MV^D 
eUf>my) -4- [l- Wht^f*** 
v) x?;W - 4 - 1 HD+y~ 5 - y^D^>f> 
5. 9 3 g (2 4. 3mmo 1) £Jfrffc^]/> 1 0 0 
m 1 ifrfciDA, £ilTjt#U £ttfc**»«9. 1 7 
ml (97.2mmol), 4 - Vt^JVTSi / fcf'J ^ 
50 > (DM A P) 2.97g (24.3mmol) fttf MJ 



-780- 



i 



(11) 

19 

X^7^>13.5 5ml (9 7. 2mmo 1) fcjQA 
fc. *J1CT1 OBB»#Ufc«. Z.<Dfcim*>?u 
D*;UA 4 0 Om l O+^Jn*, 7K8 0mllCT«c^ 
Ltz. Gma* t 7yW> I ps»KKT»iBU « 

i?7A (vU*y;i/ 9 0g, ^»>:»8X^= 

6:1) icrttsu a»b^*©6(a[©a#<oii^fc 

liltfL R f «0ff»£0£frJltt# ( R f 
0.38; ^;V^afixU*y^TLCyi/-h Ar i0 
t. 5 7 1 5"\*1t> : 9Sxf^=3 : 1) 3. 7 g 
(5 3%) R f «0ffi^£#JH4ft (R f , 0. 3 2 ; 
'S**>:*«X^JP3 : 1) 2.0 g (2 9%) Wfi 

MASS: CI (Pos.) m/e ; 2 8 7 (MH + ) 
[0 04 8] £JS H 3 

(1S,2S,3R) -l-7*h*S/-2,3- HV 
^DKiJr>y**-» -4- [1- Wh+y^W 

2T85n&ik*fln?*s (2s.3s.4s) -2,3 

- Mvyn^U7>mv) -4- [1- WW 
v;* v) X^M -4-7-feh^v- 

□ ^>x> (Rfi0fi^J (Rf = 0.3 2) 
tt) 1.55g (54.2mmol) SS*THF5 0m 
1 + fclltfL ££ICPdC 1 2 (CHiCN) 2 7 lmg 
(0. 2 7mmo I) fttfl , 4 y> 2 3 5 

mg (2. 1 7mmo 1) *m^T7 )l3>U7,%m% 

Sfi$777y^v' l J*yW7A (y'J*^ 10 
Og, :R&X^JI/=5 : 1) fcT«»U 4 

84mg (3 1%) ©S/n^^RttHtLTaHift'&* 
£#fc„ Sfc6 9 2mg (4 5%) ©ffl»IB»S@JR 
Lfc. 

MASS : FAB (Pos.) m/e ; 2 8 7 (MH + ) 

[oo49] mm m 4 

(is,2s,3R) -2,3- w y^Dtrux>y* 

*v) -4- [1- WW^fWf/) Xf*] 

- 1 - 1 FD+S/-4 ->?0^>f : ±E* 
«W3T»6*l& (1S.2S.3R) -l-7"th*5/ 40 
-2,3- «VynbfUx>> ? ^^v) -4- [1 - 

(;* h+v^Jl^+v) x?;W -4-v^n<>x 
> 4 4 0mg (1. 54mmo 1) *lOml0>*S*j* 
*y-*CW*U **«B*»J*A 4 2 5mg (3. 
0 8mmo I) ft Jo A, §SilT5. 5I*RIS&1,&. 
RJS«£«JBF/F«I8U ^PPWAlOOmlM^ 
U jnn*jl/AB67^h7> I 

p s^MTiSigJfi, METSffiLfco a&nfcB«ft 

»>:BiXfA=3: 1) ICTliBU 3 4 6mg 50 



4tgf¥4-3 2 7 5 8 7 

(9 2%) ©->P!y^R4WttLTaHfl:^«Sft&. 
MASS : FAB (Pos.) m/e ; 2 4 5 (MH + ) 

[0 0 50] %m m 5 

(is,2s,3R) - i - [ (p- wpx>x;m*x 
;W -2,3- WV^DKUr>yt*v) 

-4- [1- Wh+y^W+y) -4- 
y^D^>7>^:lE*|«4tff; (IS, 2 
S.3R) -2,3- WV^DtfUx>v^*v) -4 
- [1- Whty^Wty) IWW -1-hH 
D+v-4 -v^D^>x> 3 1 3mg (1.29mm 
ol) %m*&to*3 L U>8m\*\zmt2 J t£, p-h 
;i/X>XMx;^D7^H 4 8 9mg (2.5 7mm 
o 1) RtfhUx5 1 ^75> 7 1 5/z 1 (5.14mm 

o i) siD*., myLLT2am%&\zTMWbtz 0 & 

**fc*2 0ml £JnA, *WODWA5 0ml 

itm SffTiSilfco »5n&3SttftS/y*y;U7 
77y^7A (*>»J#yjP 4 0g, '\*U->:»» 
X^=5 : 1) tCTHMU ^D7^tt«atlT3 
8 2mg©Bafc£ttfc»&. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MH + ) 
H 1 -NMR (CDC 1 3) 5:7.86 (d) ,7.33 

(d) ,5.61 (s) , 5. 2 0 (m) , 4. 8 5 (d) , 
4. 7 2 (t) , 4. 5 9 (q) ,4.46 (q) ,3.34 

(s), 2. 45 (s), 1.40-1. 25 (m) 

[0052] %mm 6 

2\ 3' -0-^yyntfUx>- 6* -C-^^- 
e'-O- (^ h+v^^JW -3-x7tf*^^/v 
>A0^ : 3-x7if7xX> 2 0 2mg (1.5m 
mo 1) £*#DMF 2ml *£jD;LT8#Lfc. # 
^TSSICT5 0% N a H ($40 7 2. 4mg (1. 
5mmol)£Jl);L IC15-^7'»-5 150 
Ml (0. 7 5mmo I) ftftAT l«IBHB#Ufc. C 
(DKfomz, £J60«6T#£ hyi/-h 3 0 0mg 
(0. 7 5mmo 1 ) ftfekDMF 5.5mlCS^L 
7JW^>»XTfi*Lfc«. 8 0*CiCT 

a#t&. 2«praaaiaK:t)i:u mjetr^»ss 
ssbfco »6nfcaaEJ3iiP»x?jn o omi 

XfJH^77 hv> I p sSjffiiCTSm MJET 

A (Art. 9385- 4 0 g, CH C 1 3 : M e OH : iSNH< 
OH=4 0:1:0.1) fcT»«U 1 50mg(D| 

mft&fy*&§itLTnfr. W5 5% 

MASS : FAB (Pos.) m/e ; 3 6 1 (MH + ) 

[0053] % m m 7 

6 f - C - * 9)1- 3 -x7lf /* ->>ACD£/£ : 

±e*ib« 6 -est 2 • , 3' -o--ryyntrux>- 

6'-C-^^-6'-0- Whty^fW -3- 
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(12) «p§B¥4-3 2 7 5 8 7 

21 22 

xTlf^y^y $/>A0#8ft 15 0mg (0.4 2m T*»$IU 1 0 Omg©aSflS-&«S:jlBfit L/TSfc. 

mo 1) £5M-HC 1 -**J-m®. 5m 1 *KJ0 «*8 7 %x*y-WC<k DWIBfcU ^UXAlfe 

**/-/«10*, fftfttETWIU r©«fPS3I3 [0 0 54] 

HDigbfc. %btl1tffi£\Z*9 i87 MAS S : FAB (Pos.) m/e ; 2 7 7 (MH + ) 

>^-7iCTpHl Oilfcft KJETfiHSLfc. X NMR ; (CDs OD) (5; 8. 17 (s) ,7.65 

3BtjtET«tLfc& X?;~Mz (d) ,7.09 (d),5.9 6 (s),5.42 (m) , 

B*U 5 0 Omg(0>'U*y;i/{CKgS-&T7^5/v 4.6 2 (d) , 4. 5 6 (q) ,4.16 (t) ,1.44 

:xvU#yjk*J?A (Art. 9385- 1 0 g, CHCU: (d) 

Me OH : 8INH4 OH= 6 5 : 2 5:2 ICTjSfcH) \Z 10 ± 



(5i)iot.ci. 5 mmn fftommm fi 

C0 7F 7/18 A 8018-4H 
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